Antimalarial and anticoccidial activity of 3-aryl-7-chloro-3,4-dihydroacridine-1,9-(2H,10H)-diones. 1-Imines, 1-amines, 1-oximes, 1-hydrazones and related compounds.
Out of more than 130 synthesized derivatives of floxacrine and of 10-deoxyfloxacrine, such as 3-(4-trifluoromethyl-phenyl) or 3-(4-chlorophenyl)-7-chloro-10-hydroxy- or -10-deoxy-3,4-dihydroacridine- 1,9(2H,10H)-dione 1-imines and 1-hydrazones, more than 45 showed an activity against asexual stages of Plasmodium berghei in the mouse which was comparable with or superior to that of floxacrine. More than 25 derivatives of the 3-(4-chlorophenyl)-floxacrine series and 3-(4-chlorophenyl)-10-deoxy-floxacrine series are more effective than floxacrine against Eimeria tenella infection in chickens. 1-Amino compounds of the various series proved of be generally inactive, as did fragments of the structure of and compounds related to floxacrine. Structure-activity relations are suggested on the basis of examples.